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* Welcome to STN International ********** 

Web Page URLs for STN Seminar Schedule - N. America 
"Ask CAS" for self-help around the clock 
BEILSTEIN enhanced with new display and select options, 
resulting in a closer connection to BABS 

BEILSTEIN on STN workshop to be held August 24 in conjunction 
with the 22 8th ACS National Meeting 

IFIPAT/IFIUDB/IFICDB reloaded with new search and display 
fields 

CAplus and CA patent records enhanced with European and Japan 
Patent Office Classifications 

The Analysis Edition of STN Express with Discover! 
(Version 7.01 for Windows) now available 

Pricing for the Save Answers for SciFinder Wizard within 
STN Express with Discover! will change September 1, 2004 
BIOCOMMERCE: Changes and enhancements to content coverage 
BIOTECHABS/BIOTECHDS: Two new display fields added for legal 
status data from INPADOC 

INPADOC: New family current-awareness alert (SDI) available 
New pricing for the Save Answers for SciFinder Wizard within 
STN Express with Discover! 

New display format, HITSTR, available in WPIDS/WPINDEX/WPIX 
STN Patent Forum to be held October 13, 2 004, in Iselin, NJ 
STANDARDS will no longer be available on STN 
SWETSCAN will no longer be available on STN 



MACINTOSH VERSION IS V6.0c(ENG) AND V6 . 0 Jc ( JP) , 
AND CURRENT DISCOVER FILE IS DATED 11 AUGUST 2 004 
STN Operating Hours Plus Help Desk Availability 
General Internet Information 
Welcome Banner and News Items 

Direct Dial and Telecommunication Network Access to STN 
CAS World Wide Web Site (general information) 



Enter NEWS followed by the item number or name to see news on that 
specific topic. 

All use of STN is subject to the provisions of the STN Customer 
agreement. Please note that this agreement limits use to scientific 
research. Use for software development or design or implementation 
of commercial gateways or other similar uses is prohibited and may 
result in loss of user privileges and other penalties. 



STN Columbus ****** 
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FILE 'HOME» ENTERED AT 10:29:56 ON 29 SEP 2004 

= > 

Uploading 

THIS COMMAND NOT AVAILABLE IN THE CURRENT FILE 
Do you want to switch to the Registiry File? 
Choice (Y/n) : 

Switching to the Registry File... 

Some commands only work in certain files. For example, the EXPAND 
command can only be used to look at the index in a file which has an 
index. Enter "HELP COMMANDS" at an arrow prompt (=>) for a list of 
commands which can be used in this file. 

=> FILE REGISTRY 

COST IN U.S. DOLLARS 

FULL ESTIMATED COST 

FILE 'REGISTRY' ENTERED AT 10:30:20 ON 29 SEP 2 004 

USE IS SUBJECT TO THE TERMS OF YOUR STN CUSTOMER AGREEMENT. 

PLEASE SEE "HELP USAGETERMS" FOR DETAILS. 

COPYRIGHT (C) 2004 American Chemical Society (ACS) 

Property values tagged with IC are from the ZIC/VINITI data file 
provided by InfoChem. 

STRUCTURE FILE UPDATES: 28 SEP 2004 HIGHEST RN 753424-73-6 
DICTIONARY FILE UPDATES: 28 SEP 2004 HIGHEST RN 753424-73-6 

TSCA INFORMATION NOW CURRENT THROUGH MAY 21, 2 004 

Please note that search-term pricing does apply when 
conducting SmartSELECT searches. 

Crossover limits have been increased. See HELP CROSSOVER for details 

Experimental and calculated property data are now available. For more 
information enter HELP PROP at an arrow prompt in the file or refer 
to the file summary sheet on the web at: 
http : //www . cas . org/ONLINE/DBSS/registryss . html 

=> 

Uploading C:\Program Files\Stnexp\Queries\10685638c . str 



SINCE FILE TOTAL 
. ENTRY SESSION 
0.21 0.21 
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chain nodes : 

21 22 23 24 26 29 30 31 32 
ring nodes : 

1 2 3 4 5 6 7 8 9 10 11 12 13 14 15 16 17 18 19 20 
chain bonds : 

3-22 6-9 7-21 7-32 8-26 11-31 13-30 17-21 22-23 22-24 22-29 
ring bonds : 

1-2 1-5 1-6 2-3 2-7 3-4 4-5 6-8 7-8 9-10 9-14 10-11 11-12 12-13 13 

15-16 15-20 16-17 17-18 18-19 19-20 
exact /norm bonds ; 

1-2 1-5 1-6 2-3 2-7 3-4 3-22 4-5 6-8 6-9 7-8 8-26 22-23 22-24 22-2 
exact bonds : 

7-21 7-32 11-31 13-30 17-21 
normalized bonds : 

9-10 9-14 10-11 11-12 12-13 13-14 15-16 15-20 16-17 17-18 18-19 19-20 
isolated ring systems : 
containing 1 : 9 : 15 : 



G1:0,S 

Match level : 

1 : At om 2 : Atom 3 : At om 4 : Atom 5 : Atom 6 : Atom 7 : Atom 8 : At om 9 ; Atom 10 : Atom 
11: Atom 12: Atom 13: Atom 14 : Atom 15:Atom 16: Atom 17: Atom 18: Atom 19: Atom 
20:Atom 21:CLASS 22:CLASS 23:CLASS 24:CLASS 26:CLASS 29:CLASS 30:CI»ASS 
31: CLASS 32: CLASS 



LI STRUCTURE UPLOADED 

= > d 11 

LI HAS NO ANSWERS 
LI STR 
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* STRUCTURE DIAGRAM TOO LARGE FOR DISPLAY - AVAILABLE VIA OFFLINE PRINT 
Structure attributes must be viewed using STN Express cjuery preparation. 



= > s 11 

SAMPLE SEARCH INITIATED 10:30:43 FILE 'REGISTRY' 
SAMPLE SCREEN SEARCH COMPLETED - 1 TO ITERATE 



100.0% PROCESSED 1 ITERATIONS 

SEARCH TIME: 00.00.01 

FULL FILE PROJECTIONS: ONLINE 

BATCH 

PROJECTED ITERATIONS: 
PROJECTED ANSWERS: 

L2 0 SEA SSS SAM LI 

=> S 11 SSS full 
FULL SEARCH INITIATED 10:30:50 
FULL SCREEN SEARCH COMPLETED - 

100.0% PROCESSED 11 ITERATIONS 

SEARCH TIME: 00.00.01 

L3 3 SEA SSS FUL LI 



0 ANSWERS 



3 ANSWERS 



** COMPLETE** 
** COMPLETE** 
1 TO 80 
0 TO 0 



FILE 'REGISTRY' 

11 TO ITERATE 



=> FIL CAPLUS 

COST IN U.S. DOLLARS SINCE FILE TOTAL 

ENTRY SESSION 

FULL ESTIMATED COST 155,42 155.63 

FILE 'CAPLUS' ENTERED AT 10:30:54 ON 29 SEP 2004 

USE IS SUBJECT TO THE TERMS OF YOUR STN CUSTOMER AGREEMENT. 

PLEASE SEE "HELP USAGETERMS" FOR DETAILS. 

COPYRIGHT (C) 2004 AMERICAN CHEMICAL SOCIETY (ACS) 



Copyright of the articles to which records in this database refer is 
held by the publishers listed in the PUBLISHER (PB) field (available 
for records published or updated in Chemical Abstracts after December 
26, 1996), unless otherwise indicated in the original publications. 
The CA Lexicon is the copyrighted intellectual property of the 
American Chemical Society and is provided to assist you in searching 
databases on STN. Any dissemination, distribution, copying, or storing 
of this information, without the prior written consent of CAS, is 
strictly prohibited. 

FILE COVERS 1907 - 29 Sep 2004 VOL 141 ISS 14 
FILE LAST UPDATED: 28 Sep 2004 (20040928/ED) 

This file contains CAS Registry Numbers for easy and accurate 
substance identification. 



=> s 13 

L4 3 L3 
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=> d 14 ibib abs hitstr tot 



L4 



ANSWER 1 OF 3 CAPLUS COPYRIGHT 2004 ACS on STN 



ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE ; 



INVENTOR (S) ; 
PATENT ASSIGNEE (S) : 
SOURCE : 

DOCUMENT TYPE: 
LANGUAGE : 

FAMILY ACC. NUM. COUNT 
PATENT INFORMATION: 




2004:412950 CAPLUS 
140:423947 

Preparation of [6, 7-^i']iydro-5H-'imidazo [1, 2-a] imidazole- 

3-suJJon^dLaiSii^o] derivatives for treatment 

jQf^i n f 1 amma t o i s e a s e 
^Kelly, Terence^ Alfred; Kim, Jin Mi; Lemieux, Rene Marc 
^Baekm^iifeP^^fngelheim Pharmaceuticals, Inc., USA 

PCT Int. Appl., 44 pp. 

CODEN: PIXXD2 

Patent 

English 

1 



PATENT 


NO. 




KIND 


DATE 






APPLICATION 


NO. 




DATE 


WO 2004041827 




A2 


C 


200405^1 




WO 2003- 


US33865 




20031027 


WO 2004041827 




A3 




i0^4 0715 


















W: 


AE, AG, 


AL, 


AM, 


AT, 


AU, 


AZ, 


BA, 


BB, 


BG, 


BR, 


BY, 


BZ, 


CA, 


CH,^ CN, 




CO, CR, 


CU, 


CZ, 


DE, 


DK, 


DM, 


DZ, 


EC, 


EE, 


EG, 


ES, 


FI, 


GB, 


GD, GE, 




GH, GM, 


HR, 


HU, 


ID, 


IL, 


IN, 


IS, 


JP, 


KE, 


KG, 


KP, 


KR, 


KZ, 


LC, LK, 




LR, LS, 


LT, 


LU, 


LV, 


MA, 


MD, 


MG, 


MK, 


MN, 


MW, 


MX, 


MZ, 


NI, 


NO, NZ, 




OM, PG, 


PH, 


PL, 


PT, 


RO, 


RU, 


sc, 


SD, 


SE, 


SG, 


SK, 


SL, 


SY, 


TJ, TM, 




TN, TR, 


TT, 


TZ, 


UA, 


UG, 


UZ, 


vc, 


VN, 


YU, 


ZA, 


ZM, 


zw. 


AM, 


AZ, BY, 




KG, KZ, 


MD, 


RU 
























RW 


GH, GM, 


KE, 


LS, 


MW, 


MZ, 


SD, 


SL, 


sz. 


TZ, 


UG, 


ZM, 


zw. 


AT, 


BE, BG, 




CH, CY, 


CZ, 


DE, 


DK, 


EE, 


ES, 


FI, 


FR, 


GB, 


GR, 


HU, 


IE, 


IT, 


LU, MC, 




NL, PT, 


RO, 


SE, 


SI, 


SK, 


TR, 


BF, 


BJ, 


CF, 


CG, 


CI, 


CM, 


GA, 


GN, GQ, 




' GW, ML, 


MR, 


NE, 


SN, 


TD, 


TO 


















US 2004127534 




Al 




20040701 




US 2003- 


686073 




20031015 


PRIORITY APPLN. INFO 














US 2002- 


422446P 




P 20021030 


OTHER SOURCE (S) : 




MARPAT 


140: 


423947 


















AB The invention relates to imidazo [1, 2 -a] imidazole amino acid derivs. I [Rl 
is alkyl optionally mono- or disubstituted by oxo or morpholino; R2, R3 
are H or alkyl mono- or disubstituted by C0NH2 or OH or R2R3N is 

piperazinyl; R4 is cyano, trif luoromethoxy , pyrimidinyl or mono- or 
diaminopyrimidinyl] or their pharmaceutically-acceptable salts which 
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exhibit good inhibitory effect upon the interaction of cellular adhesion 
mols. (cams) and leukointegrins and are thus useful in the treatment of 
inflammatory disease. Thus, I [R2R3NCOCHR1NH is L-alaninamide residue (R 
ring stereo) ] was prepared from (R) -3- (4-bromobenzyl) -1- (3 , 5-dichlorophenyl) - 
3-methyl-lH-imidazo [1, 2-a] imidazol-2-one by cyanation with Zn(CN)2, 
conversion to the sulfonyl chloride (iodination with N-iodosuccinimide, 
reaction with cyclopentylmagnesium chloride, S02 and N-chlorosuccinimide) , 
and condensation with L-alaninamide hydrochloride. Synthesized I showed 
Kd < 10 ]jlM for inhibition of integrin LFA-l and ICAM-1. 
IT 321657-07-2P 688756-08-3P 688756-19-6P 

RL: RCT (Reactant) ; SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 



(preparation of [ (dihydroimidazoimidazolesulfonyl) amino] propionamide derivs . 
for treatment of inflammatory disease) 



RN 321657-07-2 CAPLUS 

CN IH-Imidazo [1, 2-a] imidazole-5-sulf onyl chloride, 3- [ ( 4 -bromophenyl) methyl] - 
1- (3, 5-dichlorophenyl) -2, 3-dihydro-3-methyl-2-oxo-, (3R) - (9CI) (CA INDEX 
NAME) 

Absolute stereochemistry. 



RN 688756-08-3 CAPLUS 

CN IH-Imidazo [1, 2-a] imidazole-5 -sulfonyl chloride, 3- [ (4 -cyanophenyl) methyl] - 
1- (3, 5-dichlorophenyl) -2, 3-dihydro-3-methyl-2-oxo-, (3R) - (9CI) (CA INDEX 
NAME) 

Absolute stereochemistry. 
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RN 688756-19-6 CAPLUS 

CN IH-Imidazo [1, 2 -a] imidazole -5 -sulfonyl chloride, 1- (3 , 5-dichlorophenyl) -2,3- 
dihydro-3-methyl-2-oxo-3- [ [4- (trifluoromethoxy) phenyl] methyl] (3R) - 
(9CI) (CA INDEX NAME) 

Absolute stereochemistry. 





L4 



ANSWER 2 OF 3 CAPLUS COPYRIGHT 2 004 ACS^n STN 



ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE : 



INVENTOR (S) : 

PATENT ASSIGNEE (S) : 
SOURCE : 

DOCUMENT TYPE: 
LANGUAGE : 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 






2004 :412808 
140 :423673 

Preparation (2rt derivatives of [6 , 7 -dihydro-BH- 
imidaz^Ll./^a] imidazole-3 -sulfonyl] -pyrrolidine -2- 
Lc acid amide as anti- inflammatory agents 
2rence Alfred; Kim, Jin Mi; Lemieux, Rene 
rschantz. Matt Aaron 
ringer Ingelheim Pharmaceuticals, Inc., USA 
PCT Int. Appl., 98 pp. 
CODEN: PIXXD2 
Patent 
English 
1 
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PATENT NO. KIND DATE APPLICATION NO. DATE 

WO 2004041273 Al ^^^?040§^1 WO 20O3'US33966 20031027 



W: AE, 


AG, 


AL, 


AM, /&T, 


-ArU-T— AZ , 


BA, 


BB, 


BG, 


BR, 


BY, 


BZ, 


CA, 


CH, 


CN, 


CO, 


CR, 


CU, 


CZ, 


DE, 


DK, 


DM, 


DZ, 


EC, 


EE, 


EG, 


ES, 


FI, 


GB, 


GD, 


GE, 




GM, 


HR, 


HU, 


ID, 


IL, 


IN, 


IS, 


JP, 


KE, 


KG, 


KP, 


KR, 


KZ, 


LC, 


LK, 




LS, 


LT, 


LU, 


LV, 


MA, 


MD, 


MG, 


MK, 


MN, 


MW, 


MX, 


MZ, 


NI, 


NO, 


NZ, 


on, 


PG, 


PH, 


PL, 


PT, 


RO, 


RU, 


SC, 


SD, 


SE, 


SG, 


SK, 


SL, 


SY, 


TJ, 


TM, 


TN, 


TR, 


TT, 


TZ, 


UA, 


UG, 


UZ, 


VC, 


VN, 


YU, 


ZA, 


ZM, 


ZW, 


AM, 


AZ, 


BY, 


KG, 


KZ, 


MD, 


RU 


























RW: GH, 


GM, 


KE, 


LS, 


MW, 


MZ, 


SD, 


SL, 


SZ, 


TZ, 


UG, 


ZM, 


ZW, 


AT, 


BE, 


BG, 


CH, 


CY, 


CZ, 


DE, 


DK, 


EE, 


ES, 


FI, 




GB, 


GR, 


HU, 


IE, 


IT, 


LU, 


MC, 


NL, 


PT, 


RO, 


SE, 


SI, 


SK, 


TR, 


BF, 


BJ, 


CF, 


CG, 


CI, 


CM, 


GA, 


GN, 


GQ, 


GW, 


ML, 


MR, 


NE, 


SN, 


TD, 


TG 





















PRIORITY APPLN. INFO.: US 2002-422449P P 20021030 

OTHER SOURCE (S): MARPAT 140:423673 

GI 




AB The title compds . [I; Rl, R2 = hydrogen (provided that Rl and R2 are not 
both hydrogen atoms), each (un) substituted straight or branched Cl-7 
alkyl, C3-6 cycloalkyl, aryl (selected form the group consisting of 
biphenyl, Ph, or quinolinyl) , or unsatd. or partially saturated heterocyclic 
group containing 2 to 3 C, 1 to 2 N, 0 to 1 S, and 0 to 1 O atoms; or wherein 
Rl and R2 constitute a saturated 3 to 5 -methylene group bridge which together 
with the nitrogen atom between them form (un) substituted heterocyclic 
ring; R3 = (un) substituted aryl (selected from the group consisting of 
pyridyl and pyrimidyl) , CF30, cyano; R4 = straight or branched Cl-3 alkyl; 
R5a, R5b = CI, CF3; X, Y = O, S; Y] or pharmaceutical ly acceptable salts 
thereof are prepared These compds. exhibit good inhibitory effect upon the 
interaction of cellular adhesion mols. (CAMs) and leukointegrins and are 
thus useful in the treatment of inflammatory disease including adult 
respiratory distress syndrome, shock, oxygen toxicity, multiple organ 
injury syndrome secondary to septicemia, multiple organ injury syndrome 
secondary to trauma, reper fusion injury of tissue due to cardiopulmonary 
bypass, myocardial infarction [associated with use of thrombolysis agents 
(sic)], acute glomerulonephritis, vasculitis, reactive arthritis, 
dermatosis with acute inflammatory components, stroke, thermal injury, 
hemodialysis, leukapheresis , ulcerative colitis, necrotizing 
enterocolitis, granulocyte transfusion associated syndrome, psoriasis, 
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organ/tissue transplant rejection, graft vs. host reactions, autoimmune 
diseases (including Raynaud's syndrome, autoimmune thyroiditis, 
dermatitis, multiple sclerosis, rheumatoid arthritis, insulin-dependent 
diabetes mellitus, uveitis, inflammatory bowel disease, Crohn's disease, 
ulcerative colitis or systemic lupus erythematosus) , asthma, or the toxic 
effects of cytokine therapy. Thus, a solution of (R) -3- (3 , 5-dichlorophenyl) 
5-methyl-2-thioxo-5- (4 -trif luoromethoxybenzyl) imida2olidin-4 -one and 
aminoacetaldehyde dimethylacetal (6.50 mL, 59.7 mmol) in MeOH was treated 
with aqueous tert-Bu hydroperoxide solution over 25 min at <20° under 
ice -cooling, kept at the same temperature for 1 h , warmed to room 
temperature, and 

stirred for 86 h to give (R) -3- (3 , 5-dichlorophenyl) -2- [ ( (E) -2, 2- 
dimethoxyethyl) imino] -5-methyl-5- (4 -trif luoromethoxybenzyl) imidazolidin-4- 
one which was heated in the presence of p-MeC6H4S03H in acetone at reflux 
for 2 h to give (R) -1- (3 , 5 -dichlorophenyl) -3 -methyl-3 - (4- 
trif luoromethoxybenzyl) -IH-imidazo [1, 2 -a] imidazol-2 -one . 

IT 321657-07-2P, (R) -5- (4 -Bromobenzyl) -7- (3 , 5-dichlorophenyl) -5- 

methyl-6'-oxo-6, 7-dihydro-5H-imidazo [1, 2-a] imidazole-3-sulf onyl chloride 
688756-08-3P, (R) -5 - (4 -Cyanobenzyl) -7- (3 , 5 -dichlorophenyl) -5- 
methyl-6-oxo-6 , 7-dihydro-5H-imidazo [1, 2 -a] imidazole - 3 -sulf onyl chloride 
RL: RCT (Reactant) ; SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(intermediate; preparation of [dihydro-5H-imidazo [1 , 2 - 

a] imidazolylsulfonyljpyrrolidinecarboxylic acid amide derivs . for 

treatment of inflammatory diseases) 

RN 321657-07-2 CAPLUS 

CN IH-Imidazo [1, 2-a] imidazole-5-sulfonyl chloride, 3- [ (4 -bromophenyl) methyl] - 
1- (3, 5-dichlorophenyl) -2, 3-dihydro-3-methyl-2-oxo-, (3R) - (9CI) (CA INDEX 
NAME) 

Absolute stereochemistry. 




CI 



RN 688756-08-3 CAPLUS 

CN IH-Imidazo [1, 2-a] imidazole-5-sulfonyl chloride, 3- [ (4 -cyanophenyl) methyl] - 
1- (3, 5-dichlorophenyl) -2, 3'dihydro-3-methyl-2-oxo-, (3R) - (9CI) (CA INDEX 
NAME) 

Absolute stereochemistry. 
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CI 



CI 



IT 688756-19-6P, (R) -7- (3 , 5-Dichlorophenyl) -5-methyl-6-oxo-5- (4 - 

trif luoromethoxybenzyl) -6, 7-cLihydro-5H-iniidazo [1, 2-a] imidazole -3 -sulfonyl 
chloride 

RL: RCT (Reactant) / SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation of [dihydro-5H-imidazo [1, 2-a] imidazolylsulfonyl] pyrrol idinecarb 
oxylic acid amide derivs . for treatment of inflammatory diseases) 
RN 688756-19-6 CAPLUS 

CN IH-Imidazo [1 , 2 -a] imidazole-5-sulf onyl chloride, 1- {3 , 5-dichlorophenyl) -2, 3- 
dihydro-3~methyl-2-oxo-3- [ [4- (trif luoromethoxy) phenyl] methyl] (3R) - 
(9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




CF3 



L4 ANSWER 3 OF 3 
ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE : 

INVENTOR (S) : 





CAPLUS COPYRIGHT 2004 ACS on STN 
2001:78387 CAPLUS 
134:131538 

Preparation of imidazo imidazoles and triazoles as 
ant i- inflammatory ^ag^ii€s^^^'^\ 
Wu, Jiang-Ping;^Kelly, Terete Alfred; Lemieux, Rene 
Mv; Goldberg /^plrrxeiH^^r^tJmeigh, Jonathan Emilian; 
Sorcek, Ronald 
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PATENT ASSIGNEE (S) : 
SOtJRCE : 

DOCUMENT TYPE: 
LANGUAGE : 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 



Boehringer Ingelheim Pharmaceuticals, Inc. 

PCT Int. Appl., 368 pp. 

CODEN: PIXXD2 

Patent 

English 

1 



USA 



PATENT NO. 



KIND DATE 



APPLICATION NO. 



DATE 



CU, 
ID, 
LV, 
SE, 
ZA, 
GM, 
DK, 
CG, 



IL, 
MA, 
SG, 
ZW, 
KE, 
ES, 
CI, 



CH, 



WO 2001007440 

W: AE, AG, AL 

CR, 

HU, 

LU, 

SD, 

YU, 
RW: GH, 

DE, 

CF, 
US 6492408 
BR 2000012666 
EP 1216247 

R: AT, BE, 

IE, SI, LT 
TR 200200160 
JP 2003505460 
EE 200200028 
NZ 517217 
BG 106312 
ZA 2002000428 
NO 2002000275 
US 2003203955 
US 6689804 
US 2004116426 
PRIORITY APPLN. INFO.: 



OTHER SOURCE (S) 
GI 



Al 
AM, 
DE, 
IN, 
MD, 
SI, 
AM, 
LS, 
FI, 
CM, 

Bl 

A 

Al 
DE, 
LV, 

T2 

T2 

A 

A 

A 

A 

A 

Al 

B2 

Al 



AT, 
DK, 
IS, 
MG, 
SK, 
AZ, 
MW, 
FR, 
GA, 



DK, 
FI, 



20010201 
AU, AZ, BA, 
DM, DZ, EE, 
JP, KE, KG, 
MK, MN, MW, 
SL, TJ, TM, 
BY, KG, KZ, 
MZ, SD, SL, 
GB, GR, IE, 
GN, GW, ML, 

20021210 

20020409 

20020626 
ES, FR, GB, 
RO, MK, CY, 

20021021 

20030212 

20030415 

20040227 

20020930 

20030117 

20020204 

20031030 

20040210 

20040617 



WO 2000- 
BB, BG, 



ES, 
KP, 
MX, 
TR, 



FI, 
KR, 
MZ, 
TT, 



MD, RU, 
SZ, TZ, 
IT, LU, 
MR, NE, 
US 2000- 
BR 2000- 
EP 2000- 
GR, IT, 
AL 
TR 2002- 
JP 2001- 
EE 2002- 
NZ 2000- 
BG 2002- 
ZA 2002 
NO 2002 
US 2002- 

US 2003 
US 1999 
US 1999 
US 2000 
WO 2000 
US 2002 



US18884 

BR, BY, 
GB, GD, 
KZ, LC, 
NO, NZ, 
TZ, UA, 
TJ, TM 
UG, ZW, 
MC, NL, 
SN, TD, 
604312 
12666 
948618 
LI, LU, 

200200160 
512524 ■ 
28 

517217 
106312 
428 
275 

195973 

-672412 
-144905P 
-150939P 
-604312 
-US18884 
-195973 



BZ, 
GE, 
LK, 
PL, 
UG, 

AT, 

PT, 
TG 



NL, 



20000712 
CA, CH, CN, 
GH, GM, HR, 
LR, LS, LT, 
PT, RO, RU, 
US, UZ, VN, 

BE, CH, CY, 
SE, BF, BJ, 

20000627 
20000712 
20000712 
SE, MC, PT, 

20000712 
20000712 
20000712 
20000712 
20020116 
20020117 
20020118 
20020716 

20030925 
P 19990721 
P 19990826 
Al 20000627 
W 20000712 
A3 20020716 
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R5 



Al 



A2 



R4 



R3 



AB Compds. I {Al = N, CH; A2 = N, CH, CR ' ; R' = halo, cyano, alkoxy, 

alkoxycarbonyl, alkylsulf onyl ; D = N, CH, CRl, C(S02R1), C[S(:0)R1], 
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C(CHO), C(SRla), C (ORla) , C(NHRla); Rl, Rla = (substituted) alkyl, 
cycloalkyl, aryl, or heteroaryl groups, alkyl groups containing 2-6 carbons 
substituted with carboxylate, phosphonate, sulfonate, amidine, or 
guanidine moieties, amino, halogen, cyano; R3 = H, alkyl, cycloalkyl, 
alkoxy or amino substituted alkyl, cycloalkyl; R4 = substituted 
arylmethyl; R5 = CI, F3C; R7 = H, halo. Me, cyano, 02N, F3C; X o, S; if 
Z = N or CH, R7 = CI, F3C, cyano, 02N; Z = N, CR6 where R6 = H, halo, Me, 
cyano, F3C}, based mostly on imidazo [1, 2 -a] imidazole and 

imidazo [1 , 2 -a] triazole nuclei, are prepared as inhibitors of the binding of 
leukointegrins to cell adhesion mols. in the treatment or prevention of 
inflammatory and immune cell-mediated diseases. E.g., (R) -I (Al = N; A2 = 
D = CH; R3 = Me; R4 = 4-BrC6H4CH2; R5 = R7 = CI; X = 0; Z = CH) (II) was - 
prepared from (R) -a-methyl-4 -bromophenylalanine Me ester and 
3 , 5-dichlorophenylisothiocyanate by heating in 1,4-dioxane to give a 
thiohydrantoin which was treated with N- ( triphenylphosphoranylidene) -1 , 3 - 
dioxolan-2-ylmethylamine [prepared from 2- (azidomethyl) -1, 3-dioxolane and 
triphenylphosphine] to give a dioxolanylmethyliminoimidazolidinone derivative; 
treatment of the intermediate with trif luoroacetic acid and heating at 
90° overnight gave II with m.p. 36-37.5°. I inhibited 
binding of leukointegrins to cell adhesion mols. with Kd<10 ^iM. 
IT 321657-07-2P 

RL: BAC (Biological activity or effector, except adverse) ; BSU (Biological 
study, unclassified) ; RCT (Reactant) ; SPN (Synthetic preparation) ; THU 
(Therapeutic use) ; BIOL (Biological study) ; PREP (Preparation) ; RACT 
(Reactant or reagent) ; USES /Uses) 

(preparation of imidazoimidazole and imidazotriazole derivs . as inhibitors 
of leukointegrin binding to cell adhesion mols. in the treatment of 
inflammatory and immune -cell mediated diseases) 
RN 321657-07-2 CAPLUS 

CN IH-Imidazo [1, 2-a] imidazole-5-sulfonyl chloride, 3- [ (4 -bromophenyl) methyl] - 
1- (3,5-dichlorophenyl) -2,3-dihydro-3-methyl-2-oxo-, (3R) - (9CI) (CA INDEX 
NAME) 

Absolute stereochemistry. 




CI 



REFERENCE COUNT: 7 THERE ARE 7 CITED REFERENCES AVAILABLE FOR THIS 

RECORD. ALL CITATIONS AVAILABLE IN THE RE FORMAT 



=> log y 

COST IN U.S. DOLLARS SINCE FILE TOTAL 

ENTRY SESSION 
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FULL ESTIMATED COST 16.4 8 172.11 

DISCOUNT AMOUNTS (FOR QUALIFYING ACCOUNTS) SINCE FILE TOTAL 

ENTRY SESSION 

CA SUBSCRIBER PRICE -2.10 -2.10 
STN INTERNATIONAL LOGOFF AT 10:33:36 ON 29 SEP 2004 
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